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(54) NEW OXETANOCIN DERIVATIVE, ITS SALT AND ANTIVIRAL AGENT 

(57)Abstract: 

PURPOSE: To obtain the subject new compound useful as an 
antiAIDS viral agent having low toxicity and long duration of 
effects. 

CONSTITUTION: A compound expressed by formula I {R1 is H, 
CH2R or COR [R is H, (substituted)! -23C alkyl, aryl or pyridyl]; 
R2 and R3 are H or COR, except that all the R1 to R3 are H}. 
This compound expressed by formula I is obtained by passing a 
compound expressed by formula II as a raw material through a 
compound expressed by formula III (Y is protecting group). 
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* NOTICES * 

JPO and NCIPX are not responsible for any 
damages caused by the use of this translation. 

1 .This document has been translated by computer. So the translation may not reflect the original precisely. 
2.**** shows the word which can not be translated. 
3 .In the drawings, any words are not translated. 



CLAIMS 



[Claim(s)] 

f Claim 1 1 Formula A 



(Rl shows H and CH2 R or COR among a formula, R2 and R3 show H or COR independently, respectively, 
and R shows the alkyl group of carbon numbers 1 -23 which may have H and a substituent independently, 
respectively, an aryl group, or a pyridyl radical.) However, Rl, R2, and R3 Except for the case where each 
shows H. The compound expressed and its salt permitted pharmacologically. 
[Claim 21 Formula 1 [Formula 2] 



(— R shows among a formula the alkyl group of carbon numbers 1-23 which may have H and a substituent, 
an aryl group, or a pyridyl radical.) — the compound expressed and its salt permitted pharmacologically. 
[Claim 31 Formula 2 [Formula 3] 



(— R shows among a formula the alkyl group of carbon numbers 1 -23 which may have H and a substituent, 
an aryl group, or a pyridyl radical.) — the compound expressed and its salt permitted pharmacologically. 
[Claim 4] Formula 3 [Formula 4] 
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NH 2 



> 



RCOO 



OCOR 



(3) 



(— R shows among a formula the alkyl group of carbon numbers 1-23 which may have H and a substituent 
independently, respectively, an aryl group, or a pyridyl radical.) — the compound expressed and its salt 
permitted pharmacologically. 
("Claim 51 Formula 4 [Formula 51 



(-- R shows among a formula the alkyl group of carbon numbers 1-23 which may have H and a substituent, 
an aryl group, or a pyridyl radical.) the compound expressed and its salt permitted pharmacologically. 
[Claim 6] The anti-virus agent which makes an active principle a compound or its salt permitted 
pharmacologically according to claim 1, 2, 3, 4, or 5. 



[Translation done.] 
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DETAILED DESCRIPTION 



[Detailed Description of the Invention] 
[0001] 

[Industrial Application] This invention relates to the new molecular entity which has an antiviral action, and 
its application. 



[Description of the Prior Art] Although it is solved that acquired immune deficiency syndrome (henceforth 
an acquired immunode-ficiency syndrome) is a disease by the man immune disorder virus (henceforth an 
AIDS virus) and azidothymidine is used for the therapy, a dose is restricted for the side effect and sufficient 
curative effect is not acquired. Moreover, there are many counts of administration of a day and the burden to 
a patient is large. 



[Problem(s) to be Solved by the Invention] Development of the new long anti-AIDS virus agent of the 
persistence time of effectiveness is desired by low toxicity. 



[Means for Solving the Problem] Then, the compound of specific structure and its salt permitted 
pharmacologically have antiviral actions, such as an anti-AIDS virus operation, and found out becoming an 
effective anti-AIDS virus agent especially, and artificers completed this invention, as a result of examining 
many things. That is, this invention is (1) type A [0005]. 



[0006] (Rl may show H and CH2 R or COR among a formula, R2 and R3 may show H or COR 
independently, respectively, and R may have H and a substituent independently, respectively.) The alkyl 
group, aryl group, or pyridyl radical of carbon numbers 1-23 is shown. However, Rl, R2, and R3 Except for 
the case where each shows H. The compound expressed and its salt permitted pharmacologically, (2) type 1 
[0007] 
[Formula 7] 
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(1) 

[0008] (— R shows among a formula the alkyl group of carbon numbers 1 -23 which may have H and a 
substituent, an aryl group, or a pyridyl radical.) — the compound expressed and its salt permitted 
pharmacologically, and (3) type 2 [0009] 
[Formula 8] 



RCOO 




OH 



[0010] (-- R shows among a formula the alkyl group of carbon numbers 1-23 which may have H and a 
substituent, an aryl group, or a pyridyl radical.) - the compound expressed and its salt permitted 
pharmacologically, and (4) type 3 [001 1] 
[Formula 9]^^^ 



RCOO 



11 



9-} 

I— OCOR 



(3) 

[0012] (— R shows among a formula the alkyl group of carbon numbers 1-23 which may have H and a 
substituent independently, respectively, an aryl group, or a pyridyl radical.) — the compound expressed and 
its salt permitted pharmacologically, and (5) type 4 [0013] 
[Formula 10] 
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[0014] (— R shows among a formula the alkyl group of carbon numbers 1-23 which may have H and a 
substituent, an aryl group, or a pyridyl radical.) — the compound expressed and its salt permitted 
pharmacologically, and [0015] (6) It is related with the anti-virus agent which makes an active principle the 
compound of the above-mentioned formula A, 1 , 2 and 3, or 4, or its salt permitted pharmacologically. 
[0016] the compound A expressed with Formula A — the structure — responding — the following approaches 
~ or it can manufacture according to the following approaches. The compound 1 expressed with a formula 1 
is compoundable through the reaction path shown below by using the well-known compound 5 (referring to 
JP,3-173896,A) as a raw material. 
[0017] 

[Formula 11] 



NH, 



(5) 



•OH 



NH 




(6) 



NHCOR 



NHCOR 




OH 



[0018] (R has the same semantics as the above among a formula, and Y shows a protective group.) 
[0019] That is, a protective group Y is introduced into two hydroxyl groups of a compound 5, and a 
compound 6 is obtained, the low-grade alkyl carbonyl group (as a substituent — a halogen atom — ) which 
may have the formyl or a substituent as a protective group Y low-grade alkoxy ** phenoxy etc. is 
mentioned. For example, acetyl, chloro acetyl, trichloroacetyl, methoxy acetyl, Acyl groups [, such as 
benzoyl ], such as pivaloyl, phenoxy acetyl, and trityl oxy-acetyl, the low-grade alkyl group (for example, 
unsubstituted low-grade alkyls, such as t-butyl, — ) which may have a substituent Permutation low-grade 
alkyls, such as permutations, such as low-grade alkoxy trityl, such as trityl or mono-methoxytrityl, 
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dimethoxytrityl, and trimethoxy trityl, or an unsubstituted trityl radical, Furthermore, the silyl radicals (for 
example, trimethylsilyl, t-butyldimethylsilyl, or t-butylphenylsilyl radical etc.) which have various 
substituents mention, and it is ****. Although installation of the above-mentioned protective group can be 
performed by the well-known approach, it is desirable to choose the protective group which can be 
efficiently removed in the phase of deprotection. 

[0020] Next, a compound 6 is acylated and a compound 7 is obtained. They are R=CH3, such as an acid 
anhydride which can perform acylation with a conventional method, for example, corresponds under 
existence of a pyridine, 4-dimethylaminopyridine, triethylamine, etc., respectively. A case can be acylated 
by using an acetic anhydride. 

[002 1 ] Finally, the protective group Y of a compound 7 is removed and a compound 1 is obtained. It can 
carry out for example, among a tetrahydrofuran using n-tetrabutylammonium fluoride at the time of the silyl 
radical on which removal of a protective group Y can be performed with a conventional method, for 
example, a protective group Y has various substituents. 

[0022] The compound 2 expressed with a formula 2 is compoundable through the reaction path shown 
below by using the well-known compound 8 (referring to JP,3-173896,A) as a raw material. 
[0023] 

[Formula 12] 




< 8 > (9) (2) 

[0024] (R has the same semantics as the above among a formula, and SMDBT shows t-butyldimethylsilyl 
radical.) 

[0025] That is, a compound 8 is acylated and a compound 9 is obtained. They are R=CH3, such as an acid 
anhydride which can perform acylation with a conventional method, for example, corresponds under 
existence of a pyridine, 4-dimethylaminopyridine, triethylamine, etc., respectively. A case can be acylated 
by using an acetic anhydride. 

[0026] Finally, among a tetrahydrofuran, n-tetrabutylammonium fluoride is used, the protective group of a 
compound 9 is removed, and a compound 2 is obtained. 

[0027] The compound 3 expressed with a formula 3 is compoundable through the reaction path shown 
below by using the well-known compound 5 (referring to JP,3-173896,A) as a raw material. 
[0028] 

[Formula 13] 




[0029] (R has the same semantics as the above among a formula.) 

[0030] That is, a compound 5 is acylated and a compound 3 is obtained. They are R=CH3, such as an acid 
anhydride which can perform acylation with a conventional method, for example, corresponds under 
existence of a pyridine, 4-dimethylaminopyridine, triethylamine, etc., respectively. A case can be acylated 
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by using an acetic anhydride. 

[003 1] The compound 4 expressed with a formula 4 is compoundable through the reaction path shown 

below by using as a raw material the compound 7 described above. 

[0032] 

[Formula 14] 



[0033] (R has the same semantics as the above among a formula, and Y shows a protective group.) 
[0034] That is, a compound 7 is returned and a compound 10 is obtained. It can return by being able to 
perform reduction with a conventional method, for example, using a lithium aluminum hydride among a 
tetrahydrofuran. 

[0035] Finally, the protective group Y of a compound 10 is removed and a compound 4 is obtained. It can 
carry out for example, among a tetrahydrofuran using n-tetrabutylammonium fluoride at the time of the silyl 
radical on which removal of a protective group Y can be performed with a conventional method, for 
example, a protective group Y has various substituents. 

[0036] If a typical thing is mentioned if it considers as an alkyl group in this invention for example, alkyl 
groups, such as methyl, ethyl, propyl, butyl, pentyl, hexyl, heptyl, octyl, nonyl, DESHIRU, undecyl, 
dodecyl, tetradecyl, pentadecyl, heptadecyl, octadecyl, and ray KOSHIRU, will be raised. These alkyl 
groups may branch also with the straight chain, and may contain substituents, such as a halogen, depending 
on the case. Moreover, phenyl, methoxypheny, etc. will be mentioned, if a typical thing is mentioned if it 
considers as an aryl group for example. Depending on the case, substituents, such as a halogen, may be 
included further. Also about a pyridyl radical, substituents, such as a halogen, may also be included 
depending on the case. 

[0037] Moreover, each compound of this invention can make an acid and a salt able to form, can be made 
into the salt by which permission on pharmacology (pharmacologically) is carried out, and if it is an acid 
permitted on well-known pharmacology as an acid for forming a salt, any will be sufficient as it, for 
example, it will be mentioned as an acid with desirable hydrochloric acid, sulfuric acid, phosphoric acid, etc. 
With a conventional method, a salt can be obtained by mixing the compound and acid of this invention. 
[0038] Thus, like a postscript, the compound (the salt is also included below) of obtained this invention has 
antiviral actions, such as a remarkable anti-AIDS virus operation, and is very useful as an anti-AIDS virus 
agent. Pharmaceutical-preparation-izing in the case of using it as an anti-AIDS virus agent and a medication 
method can use well-known various approaches conventionally. That is, as a medication method, injection, 
taking orally, rectum administration, etc. are possible. As formulation, gestalten, such as a notes agent, 
powders, a granule, a tablet, and suppositories, can be taken. 

[0039] Unless it has a bad influence on the compound of this invention in the case of pharmaceutical- 
preparation-izing, the various adjuvants used for physic, i.e., support and other assistants, for example, a 
stabilizer, antiseptics, an aponia-ized agent, an emulsifier, etc. may be used if needed. 

[0040] In pharmaceutical preparation, the content of the compound of this invention can be broadly changed 
according to formulation etc., and, generally 0.1 - 70% (weight) content and the remainder consist the 
compound of this invention of the support usually used for physic, and other adjuvants preferably 0.01 to 
100% (weight). 

[0041] Although the dose of the compound of this invention changes with symptoms etc., it is about 0.01- 
800mg per one adult day. It is desirable to stop a dosage, when you need pitching in successive games. 
[0042] Moreover, the compound of this invention is usually used in the form of the salt permitted for physic 
in the case of the pharmaceutical-preparation-izing. 

[0043] The compound of this invention was low toxicity, and even if it medicated mouse intraperitoneal 
once with the dose of 800mg/kg, toxic indication was not seen at all. 
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[0044] 

[Function] Next, the example of a trial explains concretely the anti-AIDS virus activity of this invention 
compound, and cytotoxicity. 

[0045] It is MT-4 cell 1x105 to an example of trial 1 .24 hole tray. 0.5ml of cell sap prepared to an 
individual/ml is put in. 50micro of solutions 1 containing each constant rate of the compound of this 
invention compounded in the further after-mentioned example is added. AIDS virus 103-104 after 
cultivating in 37-degreeC and 5% (V/V) carbon-dioxide-gas incubator for 2 hours After having added the 
infective unit, carrying out the smear of some culture medium to the slide glass after culture for four days 
and carrying out acetone immobilization, the manifestation of a virus antigen was seen with the indirect 
fluorescent antibody technique. In addition, anti-Homo sapiens IgG who made an acquired immunode- 
ficiency syndrome patient's blood serum the primary antibody of an indirect fluorescent antibody technique, 
and made the label of FITC to the second antibody was used. 

[0046] the rate of the infection from the ratio of the infected cell at the time of drugs addition and additive- 
free, and an uninfected cell — computing — drugs concentration and an infection rate — a piece — a logarithm 
— it plotted in the graph and asked for infection inhibition concentration (EC50) 50%. The result was shown 
in Table 1 . 



[0047] 





EC50 




EC50 




(« g/m 1 ) 




(u g/m 1 ) 
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0. 
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0. 
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0. 
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0. 
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0. 
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0. 
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0. 
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0. 
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0. 
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0. 


1 0 


2 j 


0. 


3 3 


1 1 


0. 


2 3 








lm 


0. 


2 3 









[0048] Moreover, as for cytotoxicity, neither compound (Id) - (lm) nor - (2j) was accepted even ml in 
lOOmicrog /. The compound of this invention controls the manifestation of an AIDS virus antigen 
remarkably by low concentration extremely, and is useful as an AIDS drug newer than cytotoxicity is also 
very weak so that clearly from the above-mentioned example of a trial. 
[0049] 

[Example] Although an example is given to below and this invention is concretely explained to it, this 
invention is not limited to these. 

[0050] Compound (5)lg (4mmol), imidazole lg (14.7mmol), and 1.35g (9mmol) of t-buthyldimethyl silyl 
chloride were dissolved in synthetic dimethylformamide 40ml of synthetic example 1 compound (6), and it 
agitated at the room temperature overnight. After concentration, silica gel TLC (chloroform: expansion 
solvent; methanol = 50:1) refined, and compound (6)1.08g was obtained. The physicochemical quality of a 
compound (6) was as follows. 

1 H-NMR (CDC13, Ppm) Delta= 9.09 (S, 1H), 6.77 (D, 1H, J= 5.6Hz), 4.85 (D, 1H, J= 6.4Hz), 4.1-3.7 (M, 
4H), 3.6 (M, 1H), 0.95-0.80 (M, 18H), 0.35-0.20 (M, 12H) 
MS(FAB)m/z=481(M+ +1) 

[0051] Composition of synthetic example 2 compound (7a) (R=H) 

1.8ml (19.3mmol) of acetic anhydrides and 0.4ml (9.5mmol) of 99% formic acid were made to lower to a 
room temperature after agitating for 2 hours, 50-degreeC and. Next, in addition to the thing which made 
20ml of carbon tetrachlorides suspend compound (6)463mg (0.96mmol), this solution was agitated at the 
room temperature in 0-degreeC overnight. After reaction termination, after diluting with 100ml of ethyl 
acetate, a saturation sodium-hydrogencarbonate solution and water washed. After desiccation and 
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concentration, it refined by silica gel column chromatography - (chloroform: expansion solvent; methanol = 
100:1->50:1), and 403mg (7a) of compounds was obtained. The physicochemical quality of a compound 
(7a) was as follows. 

UV lambdamax(MeOH)260nml H-NMR delta= 10.13 (d, 1H, J= 10.4Hz) (CDC13, ppm), 9.15 (s, 1H), 9.08 
(br.d, 1H), 6.84 (d, 1H, J= 5.4Hz), 4.85 (m, 1H), 4.18-3.78 (m, 4H), 3.65 (m, 1H), 0.95-0.80 (m, 18H), 0.35- 
0.20 (m, 12H) 
MS(FAB)m/z=509(M+ +1) 

[0052] Composition of example 1 compound (la) (R=H) 

96mg (7a) of compounds was dissolved in tetrahydrofuran 2ml, 0.5ml of tetrahydrofuran solutions of a 
1.05M tetrabutylammonium fluoride and 0.03ml of acetic acids were added, and it agitated at the room 
temperature for 3 hours. After solvent distilling off, it refined by silica gel column chromatography - 
(chloroform: expansion solvent; methanol = 19:1), and 44mg (la) of compounds was obtained. The 
physicochemical quality of a compound (la) was as follows. 

UV lambdamax(MeOH)259nml H-NMR (DMSO-d6, ppm) delta= 1 1.90 (s, 1H), 9.96 (s, 1H), 9.34 (s, 1H), 
6.74 (d, 1H, J= 5.0Hz), 5.32 (dd, 1H), 5.12 (dd, 1H), 4.68 (m, 1H), 3.81-3.67 (m, 5H) 
MS(FAB) m/z=281 (M++1), 165[0053] Composition of example 2 compound (lb) (R=CH3) 
Compound (6)100mg, 4-dimethylaminopyridine 5mg, and 0.1ml of acetic anhydrides were added to 
pyridine 2ml, and it agitated at the room temperature overnight. After solvent distilling off, silica gel TLC 
(expansion solvent; chloroform : methanol = 50:1, Rf= 0.60) refined, and 87mg (7b) of compounds was 
obtained. Subsequently, 87mg (7b) of compounds was dissolved in tetrahydrofuran 2ml, 0.2ml of 
tetrahydrofuran solutions of a 1.05M tetrabutylammonium fluoride was added, and it agitated at the room 
temperature for 2 hours. After solvent distilling off, silica gel TLC (expansion solvent; chloroform : 
methanol = 19:1, Rf= 0.60) refined, and 41mg (lb) of compounds was obtained. The physicochemical 
quality of a compound (lb) was as follows. 

IR (KBr, cm-1) 3450, 3350, 3250, 3120, 2950, 1730, 1690, and 1540, 12951 H-NMR delta= 1 1.29 (br.s, 
1H) (DMSO-d6, ppm), 9.27 (s, 1H), 6.72 (d, 1H, J= 5.4Hz), 5.31 (t, 1H, J= 5.2Hz), 5.08 (t, 1H, J= 5.2Hz), 
4.6 (m, 1H), and 3.7- 3.8 (m, 5H) and 2.27 (s, 3H) 

MS(FAB) m/z=295 (M++1), 179[0054] Composition of example 3 compound (lc) (R=C three H7) 
0.1ml of butyric anhydrides was added instead of the acetic anhydride of an example 2, similarly, after the 
reaction, silica gel TLC (expansion solvent; chloroform : methanol = 50:1, Rf = 0.61) refined, and 90mg (7c) 
of compounds was obtained. Subsequently, 90mg (7c) of compounds was dissolved in tetrahydrofuran 2ml, 
0.2ml of tetrahydrofuran solutions of a 1 .05M tetrabutylammonium fluoride was added, and it agitated at the 
room temperature for 2 hours. After solvent distilling off, silica gel TLC (expansion solvent; chloroform : 
methanol = 19:1, Rf= 0.62) refined, and 54mg (lc) of compounds was obtained. The physicochemical 
quality of a compound (lc) was as follows. 

MS(FAB) m/z=323 (M++1), 207[0055] Composition of example 4 compound (Id) (R=C four H9) 
0.1ml of anhydrous valeric acids was added instead of the acetic anhydride of an example 2, similarly, after 
the reaction, silica gel TLC (expansion solvent; chloroform : methanol = 50:1, Rf= 0.61) refined, and 95mg 
(7d) of compounds was obtained. Subsequently, 95mg (7d) of compounds was dissolved in tetrahydrofuran 
2ml, 0.2ml of tetrahydrofuran solutions of a 1.05M tetrabutylammonium fluoride was added, and it agitated 
at the room temperature for 2 hours. After solvent distilling off, silica gel TLC (expansion solvent; 
chloroform : methanol = 19:1, Rf= 0.62) refined, and 40mg (Id) of compounds was obtained. The 
physicochemical quality of a compound (Id) was as follows. 

MS(FAB) m/z=337 (M++1), 221 [0056] Composition of example 5 compound (le) (R=C five HI 1) 
0.1ml of caproic anhydrides was added instead of the acetic anhydride of an example 2, similarly, after the 
reaction, silica gel TLC (expansion solvent; chloroform : methanol = 50:1, Rf= 0.65) refined, and 105mg 
(7e) of compounds was obtained. Subsequently, 105mg (7e) of compounds was dissolved in tetrahydrofuran 
2ml, 0.2ml of tetrahydrofuran solutions of a 1.05M tetrabutylammonium fluoride was added, and it agitated 
at the room temperature for 2 hours. After solvent distilling off, silica gel TLC (expansion solvent; 
chloroform : methanol = 19:1, Rf= 0.61) refined, and 52mg (le) of compounds was obtained. The 
physicochemical quality of a compound (le) was as follows. 

MS(FAB) m/z=351 (M++1), 235[0057] Composition of example 6 compound (If) (R=C six H13) 
0.1ml of anhydrous oenanthic acid was added instead of the acetic anhydride of an example 2, similarly, 
after the reaction, silica gel TLC (expansion solvent; chloroform : methanol = 50:1, Rf= 0.70) refined, and 
lOOmg (7f) of compounds was obtained. Subsequently, lOOmg (7f) of compounds was dissolved in 
tetrahydrofuran 2ml, 0.2ml of tetrahydrofuran solutions of a 1.05M tetrabutylammonium fluoride was 
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added, and it agitated at the room temperature for 2 hours. After solvent distilling off, silica gel TLC 
(expansion solvent; chloroform : methanol = 19:1, Rf= 0.65) refined, and 41mg (If) of compounds was 
obtained. The physicochemical quality of a compound (If) was as follows. 

MS(FAB) m/z=365 (M++1), 249[0058] Composition of example 7 compound (lg) (R=C seven H15) 
0.1ml of octanoic anhydrides was added instead of the acetic anhydride of an example 2, similarly, after the 
reaction, silica gel TLC (expansion solvent; chloroform : methanol = 50:1, Rf = 0.72) refined, and 1 12mg 
(7g) of compounds was obtained. Subsequently, 1 12mg (7g) of compounds was dissolved in tetrahydrofuran 
2ml, 0.2ml of tetrahydrofuran solutions of a 1.05M tetrabutylammonium fluoride was added, and it agitated 
at the room temperature for 2 hours. After solvent distilling off, silica gel TLC (expansion solvent; 
chloroform : methanol = 19:1, Rf= 0.63) refined, and 52mg (lg) of compounds was obtained. The 
physicochemical quality of a compound (lg) was as follows. 

IR (KBr, cm-1) 3450, 3350, 3250, 2930, 2850, 1730, and 1690, 13801 H-NMR delta= 1 1.24 (br.s, 1H) 
(DMSO-d6, ppm), 9.27 (s, 1H), 6.72 (d, 1H, J= 4.9Hz), 5.31 (t, 1H, J= 4..9Hz), 5.09 (t, 1H, J= 4.9Hz), 4.6 
(m, 1H), 3.7-3.8 (m, 5H), 3.2 (m, 1H), 2.57 (t, 2H, J= 7.3Hz), 1.6 (m, 2H), 1.3 (m, 8H), 0.86 (t, 3H, J= 
6.5Hz) 

MS(FAB) m/z=379 (Mhh-1), 263[0059] Composition of example 8 compound (lh) (R=C eight HI 7) 
0.1ml of anhydrous nonoic acid was added instead of the acetic anhydride of an example 2, similarly, after 
the reaction, silica gel TLC (expansion solvent; chloroform : methanol = 50:1, Rf= 0.73) refined, and 1 13mg 
(7h) of compounds was obtained. Subsequently, 1 13mg (7h) of compounds was dissolved in tetrahydrofuran 
2ml, 0.2ml of tetrahydrofuran solutions of a 1.05M tetrabutylammonium fluoride was added, and it agitated 
at the room temperature for 2 hours. After solvent distilling off, silica gel TLC (expansion solvent; 
chloroform : methanol = 19:1, Rf= 0.71) refined, and 50mg (lh) of compounds was obtained. The 
physicochemical quality of a compound (lh) was as follows. 

IR (KBr, cm-1) 3450, 3350, 3250, 3120, 2950, 1730, 1690, and 1540, 12951 H-NMR delta= 1 1.29 (br.s, 
1H) (DMSO-d6, ppm), 9 .27 (s, 1H), 6.72 (d, 1H, J= 5.4Hz), 5.31 (t, 1H, J= 5.2Hz), 5.08 (t, 1H, J= 5.2Hz) 
and 4.6 (m, 1H), and 3.7- 3.8 (m, 5H) and 2.27 (s, 3H) 

MS(FAB) m/z=393 (M++1), 277[0060] Composition of example 9 compound (li) (R=C nine H19) 
0.1ml of capric anhydrides was added instead of the acetic anhydride of an example 2, similarly, after the 
reaction, silica gel TLC (expansion solvent; chloroform : methanol = 50:1, Rf= 0.72) refined, and 95mg (7i) 
of compounds was obtained. Subsequently, 95mg (7i) of compounds was dissolved in tetrahydrofuran 2ml, 
0.2ml of tetrahydrofuran solutions of a 1 .05M tetrabutylammonium fluoride was added, and it agitated at the 
room temperature for 2 hours. After solvent distilling off, silica gel TLC (expansion solvent; chloroform : 
methanol = 19:1, Rf= 0.59) refined, and 60mg (li) of compounds was obtained. The physicochemical 
quality of a compound (li) was as follows. 

MS(FAB) m/z=407 (M++1), 291 [0061] Composition of example 10 compound (Ij) (R=C11H23) 
0.1ml of anhydrous lauric acids was added instead of the acetic anhydride of an example 2, similarly, after 
the reaction, silica gel TLC (expansion solvent; chloroform : methanol = 50:1, Rf= 0.71) refined, and 97mg 
(7j) of compounds was obtained. Subsequently, 97mg (7j) of compounds was dissolved in tetrahydrofuran 
2ml, 0.2ml of tetrahydrofuran solutions of a 1.05M tetrabutylammonium fluoride was added, and it agitated 
at the room temperature for 2 hours. After solvent distilling off, silica gel TLC (expansion solvent; 
chloroform : methanol = 19:1, Rf= 0.67) refined, and 51mg (lj) of compounds was obtained. The 
physicochemical quality of a compound (lj) was as follows. 

MS(FAB) m/z=435 (M++1), 319[0062] Composition of example 1 1 compound (lk) (R=C13H27) 
O.lg of anhydrous myristic acids was added instead of the acetic anhydride of an example 2, similarly, after 
the reaction, silica gel TLC (expansion solvent; chloroform : methanol = 50:1, Rf= 0.73) refined, and 102mg 
(7k) of compounds was obtained. Subsequently, 102mg (7k) of compounds was dissolved in tetrahydrofuran 
2ml, 0.2ml of tetrahydrofuran solutions of a 1.05M tetrabutylammonium fluoride was added, and it agitated 
at the room temperature for 2 hours. After solvent distilling off, silica gel TLC (expansion solvent; 
chloroform : methanol = 19:1, Rf= 0.64) refined, and 58mg (lk) of compounds was obtained. The 
physicochemical quality of a compound (lk) was as follows. 

MS(FAB) m/z=463 (M++1), 347[0063] Composition of example 12 compound (11.) (R=C15H31) 
O.lg of anhydrous palmitic acids was added instead of the acetic anhydride of an example 2, similarly, after 
the reaction, silica gel TLC (expansion solvent; chloroform : methanol = 50:1, Rf= 0.75) refined, and 99mg 
(71.) of compounds was obtained. Subsequently, 99mg (71.) of compounds was dissolved in tetrahydrofuran 
2ml, 0.2ml of tetrahydrofuran solutions of a 1.05M tetrabutylammonium fluoride was added, and it agitated 
at the room temperature for 2 hours. After solvent distilling off, silica gel TLC (expansion solvent; 
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chloroform : methanol = 19:1, Rf= 0.69) refined, and 72mg (11.) of compounds was obtained. The 
-physicochemical quality of a compound (11.) was as follows. 

MS(FAB) m/z=491 (M++1), 403[0064] Composition of example 13 compound (lm) (R=C17H35) 
O.lg of anhydrous stearin acid was added instead of the acetic anhydride of an example 2, similarly, after the 
reaction, silica gel TLC (expansion solvent; chloroform : methanol = 50:1, Rf= 0.76) refined, and 109mg 
(7m) of compounds was obtained. Subsequently, 109mg (7m) of compounds was dissolved in 
tetrahydrofuran 2ml, 0.2ml of tetrahydroftiran solutions of a 1 .05M tetrabutylammonium fluoride was 
added, and it agitated at the room temperature for 2 hours. After solvent distilling off, silica gel TLC 
(expansion solvent; chloroform : methanol = 19:1, Rf= 0.71) refined, and 75mg (lm) of compounds was 
obtained. The physicochemical quality of a compound (lm) was as follows. 

MS(FAB) m/z=519 (M++1), 403 [0065] Composition of example 14 compound (In) (R=C6 H5 : phenyl) 
Compound (6)96mg, 4-dimethylaminopyridine 5mg, and benzoyl chloride 0.12ml were added to pyridine 
2ml, and it agitated at the room temperature for 2 hours. After solvent distilling off, silica gel TLC 
(expansion solvent; chloroform : methanol = 50:1, Rf= 0.52) refined, and 60mg (7n) of compounds was 
obtained. Subsequently, 60mg (7n) of compounds was dissolved in tetrahydrofuran 2ml, 0.2ml of 
tetrahydrofuran solutions of a 1.05M tetrabutylammonium fluoride was added, and it agitated at the room 
temperature for 2 hours. After solvent distilling off, silica gel TLC (expansion solvent; chloroform : 
methanol = 19:1, Rf= 0.45) refined, and 35mg (In) of compounds was obtained. The physicochemical 
quality of a compound (In) was as follows. 

1 H-NMR Delta= 1 1.72 (Br.S, 1H) (DMSO-d6, Ppm), 9 .31 (s, 1H), 8.1 (m, 2H), 7.5-7.8 (m, 3H), 6.76 (d, 
1H, J= 4.9Hz), 5.34 (t, 1H, J= 5.2Hz), 5.12 (t, 1H, J= 5.2Hz), 4.7 (m, 1H), 3.7-3.8 (m, 5H) 
MS(FAB) m/z=357 (M++1), 241[0066] Composition of example 15 compound (lo) (R=C5 H4 N: pyridyl) 
Nicotinic-acid chloride 40mg was added instead of the benzoyl chloride of an example 14, similarly, after 
the reaction, silica gel TLC (expansion solvent; chloroform : methanol = 50:1, Rf= 0.50) refined, and 65mg 
(7o) of compounds was obtained. Subsequently, 65mg (7o) of compounds was dissolved in tetrahydrofuran 
2ml, 0.2ml of tetrahydrofuran solutions of a 1 .05M tetrabutylammonium fluoride was added, and it agitated 
at the room temperature for 2 hours. After solvent distilling off, silica gel TLC (expansion solvent; 
chloroform : methanol = 19:1, Rf= 0.40) refined, and 32mg (lo) of compounds was obtained. The 
physicochemical quality of a compound (lo) was as follows. 

1 H-NMR Delta= 1 1.71 (Br.S, 1H) (DMSO-d6, Ppm), 9.28 (s, 1H), 9.22 (s, 1H), 8.81 (d, 1H, J= 3.4Hz), 
8.42 (d, 1H, 7.7Hz), 7.61 (dd, 1H, J= 3.4, 7.7Hz), 6.75 (d, 1H, 4.7Hz), 5.33 (t, 1H, J= 5.2Hz), 5.11 (t, 1H, J= 
5.2Hz), 4.7 (m, 1H), 3.7-3.8 (m, 5H) 

MS(FAB) m/z=359 (M++1), 243 [0067] Composition of example 16 compound (2a) (R=CH3) 
Compound (8) 37mg, 4-dimethylaminopyridine 2mg, and triethylamine 20microl and 15micro of acetic 
anhydrides 1 were added to acetonitrile 5ml, and it agitated at the room temperature for 2 hours. After 
solvent distilling off, silica gel TLC (expansion solvent; chloroform : methanol = 9:1, Rf= 0.54) refined, and 
38mg (9a) of compounds was obtained. Subsequently, 38mg (9a) of compounds was dissolved in 
tetrahydrofuran 5ml, 70micro of tetrahydrofuran solutions 1 of a 1 .05M tetrabutylammonium fluoride was 
added, and it agitated at the room temperature for 2 hours. After solvent distilling off, silica gel TLC 
(expansion solvent; chloroform : methanol = 9:1, Rf= 0.20) refined, and 16mg (2a) of compounds was 
obtained. The physicochemical quality of a compound (2a) was as follows. 

1 H-NMR (DMSO-d6, Ppm) Delta= 8.81 (S, 1H), 7.87 (Br.S, 2H), 6.59 (D, 1H), 5.11 (T, 1H), 4.77 (M, 
1H), 4.56 (M, 1H), 4.40 (M, 1H), 3.94 (M, 1H), 3.68 (M, 2H), 2.06 (S, 3H) 

MS(FAB) m/z=295 (M++1), 137[0068] Composition of example 17 compound (2b) (R=C two H5) 
In the example 16, 13micro [ of propionic anhydrides ] 1 was used instead of the acetic anhydride, similarly, 
after the reaction, silica gel TLC (expansion solvent; chloroform : methanol = 9:1, Rf= 0.48) refined, and 
34mg (9b) of compounds was obtained. Subsequently, after carrying out deprotection of the 34mg (9b) of 
the compounds like an example 16, silica gel TLC (expansion solvent; chloroform : methanol = 9:1, Rf= 
0.17) refined, and compound (2b) 22mg was obtained. The physicochemical quality of a compound (2b) was 
as follows. 

1 H-NMR Delta= 8.81 (S, 1H) (DMSO-d6, Ppm), 7.87 (br.s, 2H), 6.59 (d, 1H), 5.12 (t, 1H), 4.77 (m, 1H), 
4.58 (m, 1H), 4.40 (m, 1H), 3.94 (m, 1H), 3.70 (m, 2H), 2.39 (q, 2H), 1.03(t, 3H) MS(FAB) m/z=309 
(M++1), 137[0069] Composition of example 18 compound (2c) (R=C three H7) 

In the example 16, 20micro of butyric anhydrides 1 was used instead of the acetic anhydride, similarly, after 
the reaction, silica gel TLC (expansion solvent; chloroform : methanol = 9:1, Rf= 0.53) refined, and 41 mg 
(9c) of compounds was obtained. Subsequently, after carrying out deprotection of the 41mg (9c) of the 
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compounds like an example 16, silica gel TLC (expansion solvent; chloroform : methanol = 9:1, Rf= 0.23) 
refined, and 25mg (2c) of compounds was obtained. The physicochemical quality of a compound (2c) was 
as follows. 

1 H-NMR Delta= 8.81 (S, 1H) (DMSO-d6, Ppm), 7.88 (br.s, 2H), 6.60 (d, 1H), 5.13 (t, 1H), 4.78 (m, 1H), 
4.58 (m, 1H), 4.41 (m, 1H), 3.94 (m, 1H), 3.71 (m, 2H), 2.33 (t, 2H), 1.54 (m, 2H), 0.88 (t, 3H) 
MS(FAB) m/z=323 (M++1), 137[0070] Composition of example 19 compound (2d) (R=C four H9) 
In the example 16, 25micro of anhydrous valeric acids 1 was used instead of the acetic anhydride, similarly, 
after the reaction, silica gel TLC (expansion solvent; chloroform : methanol = 9:1, Rf = 0.53) refined, and 
43mg (9d) of compounds was obtained. Subsequently, after carrying out deprotection of the 43mg (9d) of 
the compounds like an example 16, silica gel TLC (expansion solvent; chloroform : methanol = 9:1, Rf= 
0.27) refined, and 23mg (2d) of compounds was obtained. The physicochemical quality of a compound (2d) 
was as follows. 

1 H-NMR Delta= 8.80 (S, 1H) (DMSO-d6, Ppm), 7.87 (br.s, 2H), 6.59 (d, 1H), 5.1 1 (t, 1H), 4.77 (m, 1H), 
4.58 (m, 1H), 4.41 (m, 1H), 3.93 (m, 1H), 3.70 (m, 2H), 2.34 (t, 2H), 1.50 (m, 2H), 1.26 (m, 2H), 0.85 (t, 
3H) 

MS(FAB) m/z=337 (M++1), 137[0071] Composition of example 20 compound (2e) (R=C five HI 1) 
In the example 16, 30micro [ of caproic anhydrides ] 1 was used instead of the acetic anhydride, similarly, 
after the reaction, silica gel TLC (expansion solvent; chloroform : methanol = 9:1, Rf= 0.57) refined, and 
45mg (9e) of compounds was obtained. Subsequently, after carrying out deprotection of the 45mg (9e) of 
the compounds like an example 16, silica gel TLC (expansion solvent; chloroform : methanol = 9:1, Rf= 
0.22) refined, and 25mg (2e) of compounds was obtained. The physicochemical quality of a compound (2e) 
was as follows. 

1 H-NMR Delta= 8.80 (S, 1H) (DMSO-d6, Ppm), 7.87 (br.s, 2H), 6.58 (d, 1H), 5.1 1 (t, 1H), 4.76 (m, 1H), 
4.57 (m, 1H), 4.40 (m, 1H), 3.93 (m, 1H), 3.69 (m, 2H), 2.33 (t, 2H), 1.51 (m, 2H), 1.23 (m, 4H), 0.83 (t, 
3H) 

MS(FAB) m/z=351 (M++1), 137[0072] Composition of example 21 compound (2f) (R=C six HI 3) 
In the example 16, 30micro [ of anhydrous oenanthic acid ] 1 was used instead of the acetic anhydride, 
similarly, after the reaction, silica gel TLC (expansion solvent; chloroform : methanol = 9:1, Rf = 0.55) 
refined, and 44mg (9f) of compounds was obtained. Subsequently, after carrying out deprotection of the 
44mg (9f) of the compounds like an example 16, silica gel TLC (expansion solvent; chloroform : methanol 
= 9:1, Rf= 0.25) refined, and 27mg (2f) of compounds was obtained. The physicochemical quality of a 
compound (2f) was as follows. 

1 H-NMR Delta= 8.80 (S, 1H) (DMSO-d6, Ppm), 7.87 (br.s, 2H), 6.58 (d, 1H), 5.11 (t, 1H), 4.77 (m, 1H), 
4.57 (m, 1H), 4.40 (m, 1H), 3.93 (m, 1H), 3.70 (m, 2H), 2.33 (t, 2H), 1.50 (m, 2H), 1.23 (m, 6H), 0.83 (t, 
3H) 

MS(FAB) m/z=365 (M++1), 137[0073] Composition of example 22 compound (2g) (R=C seven H15) 
In the example 16, 35micro [ of octanoic anhydrides ] 1 was used instead of the acetic anhydride, similarly, 
after the reaction, silica gel TLC (expansion solvent; chloroform : methanol = 9:1, Rf= 0.51) refined, and 
48mg (9g) of compounds was obtained. Subsequently, after carrying out deprotection of the 48mg (9g) of 
the compounds like an example 16, silica gel TLC (expansion solvent; chloroform : methanol = 9:1, Rf= 
0.31) refined, and 29mg (2g) of compounds was obtained. The physicochemical quality of a compound (2g) 
was as follows. 

1 H-NMR Delta= 8.80 (S, 1H) (DMSO-d6, Ppm), 7.87 (br.s, 2H), 6.58 (d, 1H), 5.1 1 (t, 1H), 4.77 (m, 1H) 
4.57 m, 1H, 4.40 (m, 1H), 3.93 (m, 1H), 3.70 (m, 2H), 2.33 (t, 2H), 1.50 (m, 2H), 1.23 (m, 8H), 0.83 (t, 3H) 
MS(FAB) m/z=379 (M++1), 137[0074] Composition of example 23 compound (2h) (R=C eight H17) 
In the example 16, 35micro [ of anhydrous nonoic acid ] 1 was used instead of the acetic anhydride, 
similarly, after the reaction, silica gel TLC (expansion solvent; chloroform : methanol = 9:1, Rf= 0.55) 
refined, and 50mg (9h) of compounds was obtained. Subsequently, after carrying out deprotection of the 
50mg (9h) of the compounds like an example 16, silica gel TLC (expansion solvent; chloroform : methanol 
= 9:1, Rf= 0.24) refined, and 29mg (2h) of compounds was obtained. The physicochemical quality of a 
compound (2h) was as follows. 

1 H-NMR Delta= 8.80 (S, 1H) (DMSO-d6, Ppm), 7.87 (br.s, 2H), 6.58 (d, 1H), 5.1 1 (t, 1H), 4.77 (m, 1H), 
4.57 (m, 1H), 4.40 (m, 1H), 3.93 (m, 1H), 3.70 (m, 2H), 2.33 (t, 2H), 1.50 (m, 2H), 1.21 (m, 10H), 0.83 (t, 
3H) 

MS(FAB) m/z=393 (M++1), 137[0075] Composition of example 24 compound (2i) (R=C nine H19) 
In the example 16, 35micro [ of capric anhydrides ] 1 was used instead of the acetic anhydride, similarly, 
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after the reaction, silica gel TLC (expansion solvent; chloroform : methanol = 9:1, Rf= 0.53) refined, and 
* 53mg*(9i) of compounds was obtained. Subsequently, after carrying out deprotection of the 53mg (9i) of the 
compounds like an example 16, silica gel TLC (expansion solvent; chloroform : methanol = 9:1, Rf= 0.28) 
refined, and 34mg (2i) of compounds was obtained. The physicochemical quality of a compound (2i) was as 
follows. 

1 H-NMR Delta= 8.80 (S, 1H) (DMSO-d6, Ppm), 7.87 (br.s, 2H), 6.58 (d, 1H), 5.1 1 (t, 1H), 4.76 (m, 1H), 

4.57 (m, 1H), 4.40 (m, 1H), 3.93 (m, 1H), 3.69 (m, 2H), 2.33 (t, 2H), 1.50 (m, 2H), 1.21 (m, 12H), 0.84 (t, 
3H) 

MS(FAB) m/z=407 (M++1), 137[0076] Composition of example 25 compound (2j) (R=C13H27) 

In the example 16, 46mg of anhydrous myristic acids was used instead of the acetic anhydride, similarly, 

after the reaction, silica gel TLC (expansion solvent; chloroform : methanol = 9:1, Rf= 0.58) refined, and 

57mg (9j) of compounds was obtained. Subsequently, after carrying out deprotection of the 57mg (9j) of the 

compounds like an example 16, silica gel TLC (expansion solvent; chloroform : methanol = 9:1, Rf= 0.26) 

refined, and 32mg (2j) of compounds was obtained. The physicochemical quality of a compound (2j) was as 

follows. 

1 H-NMR Delta= 8.80 (S, 1H) (DMSO-d6, Ppm), 7.87 (br.s, 2H), 6.58 (d, 1H), 5.1 1 (t, 1H), 4.76 (m, 1H), 

4.58 (m, 1H), 4.40 (m, 1H), 3.92 (m, 1H), 3.71 (m, 2H), 2.33 (t, 2H), 1.50 (m, 2H), 1.21 (m, 20H), 0.85 (t, 
3H) 

MS(FAB) m/z=463 (M++1), 137[0077] Composition of example 26 compound (2k) (R=C6 H5 : phenyl) 
In the example 16, 25mg of benzoic anhydrides was used instead of the acetic anhydride, similarly, after the 
reaction, silica gel TLC (expansion solvent; chloroform : methanol = 9:1, Rf= 0.53) refined, and 46mg (9k) 
of compounds was obtained. Subsequently, after carrying out deprotection of the 46mg (9k) of the 
compounds like an example 16, silica gel TLC (expansion solvent; chloroform : methanol = 9:1, Rf= 0.23) 
refined, and 33mg (2k) of compounds was obtained. The physicochemical quality of a compound (2k) was 
as follows. 

1 H-NMR Delta= 8.80 (S, 1H) (DMSOd6, Ppm), 7.97 (d, 2H), 7.89 (br.s, 2H), 7.68 (t, 1H), 7.53 (m, 2H), 
6.64 (d, 1H), 5.15 (t, 1H), 4.92 (m, 2H), 4.73 (m, 1H), 4.07 (m, 1H), 3.76 (m, 2H) 
MS(FAB) m/z=357 (M++1), 137[0078] Composition of example 27 compound (3a) (R=CH3) 
Compound (5) 25mg, 4-dimethylaminopyridine 3mg, and triethylamine 40microl and 30micro of acetic 
anhydrides 1 were added to acetonitrile 5ml, and it agitated at the room temperature for 3 hours. After 
solvent distilling off, silica gel TLC (expansion solvent; toluene : acetone =1:1, Rf== 0.23) refined, and 
32mg (3a) of compounds was obtained. The physicochemical quality of a compound (3a) was as follows. 
1 H-NMR (CDC13, Ppm) Delta= 8.45 (S, 1H), 6.66 (D, 1H), 6.52 (Br.S, 2H), 4.86 (M, 1H), 4.53 (M, 3H), 
4.39 (M, 1H), 4.02 (M, 1H), 2.15 (S, 3H), 2.13 (S, 3H) 

MS(FAB) m/z=337 (M++1), 137[0079] Composition of example 28 compound (3b) (R=C two H5) 

In the example 27, 30micro [ of propionic anhydrides ] 1 was used instead of the acetic anhydride, similarly, 

after the reaction, silica gel TLC (expansion solvent; toluene : acetone =1:1, Rf= 0.24) refined, and 29mg 

(3b) of compounds was obtained. The physicochemical quality of a compound (3b) was as follows. 

MS(FAB) m/z=365 (M++1), 137[0080] Composition of example 29 compound (3c) (R=C three H7) 

In the example 27, 40micro of butyric anhydrides 1 was used instead of the acetic anhydride, similarly, after 

the reaction, silica gel TLC (expansion solvent; toluene : acetone =1:1, Rf= 0.32) refined, and 29mg (3c) of 

compounds was obtained. The physicochemical quality of a compound (3c) was as follows. 

MS(FAB) m/z=393 (M++1), 137[0081] Composition of example 30 compound (3d) (R=C four H9) 

In the example 27, 45micro of anhydrous valeric acids 1 was used instead of the acetic anhydride, similarly, 

after the reaction, silica gel TLC (expansion solvent; toluene : acetone =1:1, Rf = 0.36) refined, and 31mg 

(3d) of compounds was obtained. The physicochemical quality of a compound (3d) was as follows. 

MS(FAB) m/z=421 (M-m-1), 137[0082] Composition of example 31 compound (3e) (R=C five HI 1) 

In the example 27, 50micro [ of caproic anhydrides ] 1 was used instead of the acetic anhydride, similarly, 

after the reaction, silica gel TLC (expansion solvent; toluene : acetone =1:1, Rf= 0.40) refined, and 26mg 

(3e) of compounds was obtained. The physicochemical quality of a compound (3e) was as follows. 

MS(FAB) m/z=449 (M++1), 137[0083] Composition of example 32 compound (3f) (R=C six H13) 

In the example 27, 55micro [ of anhydrous oenanthic acid ] 1 was used instead of the acetic anhydride, 

similarly, after the reaction, silica gel TLC (expansion solvent; toluene : acetone =1:1, Rf= 0.44) refined, 

and 22mg (3f) of compounds was obtained. The physicochemical quality of a compound (3f) was as 

follows. 

MS(FAB) m/z=477 (M++1), 137[0084] Composition of example 33 compound (3g) (R=C seven H15) 
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In the example 27, 65micro [ of octanoic anhydrides ] 1 was used instead of the acetic anhydride, similarly, 
- after the reaction, silica gel TLC (expansion solvent; toluene : acetone =1:1, Rf= 0.46) refined, and 39mg 
(3g) of compounds was obtained. The physicochemical quality of a compound (3g) was as follows. 
MS(FAB) m/z=505 (M++1), 137[0085] Composition of example 34 compound (3h) (R=C eight HI 7) 
In the example 27, 75micro [ of anhydrous nonoic acid ] 1 was used instead of the acetic anhydride, 
similarly, after the reaction, silica gel TLC (expansion solvent; toluene : acetone =1:1, Rf= 0.47) refined, 
and 37mg (3h) of compounds was obtained. The physicochemical quality of a compound (3h) was as 
follows. 

MS(FAB) m/z=533 (M++1), 137[0086] Composition of example 35 compound (3i) (R=C nine H19) 
In the example 27, 78micro [ of capric anhydrides ] 1 was used instead of the acetic anhydride, similarly, 
after the reaction, silica gel TLC (expansion solvent; toluene : acetone =1:1, Rf= 0.48) refined, and 40mg 
(3i) of compounds was obtained. The physicochemical quality of a compound (3i) was as follows. 
MS(FAB) m/z=561 (M++1), 137[0087] Composition of example 36 compound (3j) (R=C1 1H23) 
In the example 27, 85micro [ of anhydrous lauric acids ] 1 was used instead of the acetic anhydride, 
similarly, after the reaction, silica gel TLC (expansion solvent; toluene : acetone =1:1, Rf= 0.50) refined, 
and 54mg (3j) of compounds was obtained. The physicochemical quality of a compound (3j) was as follows. 

MS(FAB) m/z=617 (M++1), 137[0088] Composition of example 37 compound (3k) (R=C13H27) 
In the example 27, 97mg of anhydrous myristic acids was used instead of the acetic anhydride, similarly, 
after the reaction, silica gel TLC (expansion solvent; toluene : acetone =1:1, Rf= 0.56) refined, and 56mg 
(3k) of compounds was obtained. The physicochemical quality of a compound (3k) was as follows. 
MS(FAB) m/z=673 (M++1), 137[0089] Composition of example 38 compound (10a) (R=H) 
tetrahydrofuran 6ml — in inside, 144mg [ of compounds ] (7a) (0.30mmol) and lithium aluminum hydride 
34mg (0.90mmol) is suspended — making — 0-degreeC — it was made to react for 20 minutes Water was 
added by 0-degreeC after reaction termination, ethyl acetate extracted, and saturation brine washed. The 
organic phase was refined after desiccation and concentration by silica gel column chromatography - 
(chloroform: expansion solvent; methanol = 100:1), and 24mg (10a) of compounds was obtained. The 
physicochemical quality of a compound (10a) was as follows. 

UV lambdamax(MeOH)255,306nml H-NMR delta= 8.76 (s, 1H) (CDC13, ppm), 6.71 (d, 1H, J- 5.7Hz), 
5.89 (m, 1H), 4.78 (m, 1H), 4.09 (dd, 1H, J= 2.4, 12.5Hz) 3.98 (dd, 1H, J= 5.6, 10.9Hz), 3.86 (dd, 1H, J= 
4.3, 10.9Hz), 3.83 (dd, 1HJ=2.8, 12.5Hz), 3.38 (br.d, 3H, J= 4.4Hz), 0.98-0.80 (m, 18H), 0.30-0.20 (m, 
12H) 

MS(FAB)m/z=495(M+ +1) 

[0090] Composition of example 39 compound (4a) (R=H) 

24mg (10a) (0.05mmol) of compounds was dissolved in tetrahydrofuran 1ml, 0.2ml of tetrahydrofuran 
solutions of a 1 .05M tetrabutyl ammonium fluoride was added, and it agitated for 10 minutes at the room 
temperature. After solvent distilling off, Sephadex LH-20 column (water: expansion solvent; methanol = 
20:80) refined, and lOmg (4a) of compounds was obtained. The physicochemical quality of a compound 
(4a) was as follows. 

UV lambdamax(MeOH)254,304nml H-NMR (DMSO-d6, ppm) delta= 8.95 (s, 1H), 8.26 (m, 1H), 6.61 (d, 
1H, J= 5.1Hz), 5.31 (dd, 1H), 5.08 (dd, 1H) and 4.61 (m, 1H), and 3.80- 3.67 (m, 5H) and 3.11 (m, 3H) 
MS(FAB)m/z=267(M+ +1) 

[0091] Each compound of this invention obtained in the above-mentioned examples 1-39 was a white solid- 
state. 
[0092] 

[Effect of the Invention] It is effective in the therapy of the disease by the AIDS virus, and moreover it is 
low toxicity and it is [ the compound of this invention has the long persistence time of effectiveness, and ] 
useful as a new anti-AIDS virus agent. 



[Translation done.] 
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WJFOfF7bFO77>ifi8!0. 2 m 1 £JJD;LT 
fiia-C2B#fyjfI#b*:„ ig«S*f£, ^■J^yJbTLC 

(JtH?$$£ : i'aat^A : y £y-.»U = 19: 1, R 
f = 0. 6 5) -CffiSSLTfb-^ (1 f ) 4 lmg%f| 

fc. ffc^w (if) ©wt?Wftia*©lDrfto 

MS (FAB) m/z = 365 (M* +1), 249 

[0058] mmmi 

it&® ( 1 g) <D<&I& (R = C, H 15 ) 
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mmm 2 o>t®*gmo>Kt> *)icm**>?2>mo. 1 m 

1 PUKcSf&f^. ->';*y;HLC (jgpa?g 

jg ; ^ppsfuUA : ^t^y-;l/= 5 0 : 1 . Rf = 0. 
7 2 ) vmMLXlt&Wl ( 7 g ) 1 1 2 m g ^ 
(^-Cib^J ( 7 g ) 1 1 2mg*7-F7t F077>2 
m 1 (C?g8?U 1. 0 5Mf F77"?Jl/7>*-^A7 
WJF©f h7tFD77>M0. 2mI£Jjn;lT 

is? 2 iNSf rat»i$ utc, ^^^ulc 

(M^?§J® ; ^PP*;l>A : j<$-/-;1/= 1 9 : 1 , R 
10 f = 0. 63) rm&VTit&fa (1 g) 52mg*f# 
fc„ ft^BJ ( 1 g) <D^a^b^ttH«^©aO-C$,o 

I R (K B r , cm"') 3450, 3350, 3 25 
0, 2930. 2 8 50. 1730, 1690. 138 
0 

1 H-NMR (DMSO-d 6 . ppm) 5=1 1. 2 
4 (b r. s. 1 H) , 9. 27 (s, 1 H) . 6. 7 

2 (d, 1 H. J =4. 9Hz) , 5. 3 1 (t, 1 
H, J =4. . 9Hz ) . 5. 0 9 ( t, 1 H. J = 

20 4. 9Hz). 4. 6 (m. 1 H) . 3. 7-3. 8 
(m, 5H) . 3. 2 (m. 1 H) , 2. 5 7 ( t. 2 
H. J = 7. 3Hz) , 1 . 6 (m. 2H) ,1.3 
(m, 8H). 0. 86 (t. 3 H. J = 6. 5Hz) 
MS (FAB) m/z = 379 (M* +1). 263 

[0059] mrnms 

itS® ( 1 h) (R = C. H 17 ) 

2 <Df&mm.<DKt> 0 ic$87k s 1- 0 . 1ml 
*JOA> l5l«SfCj5fSf&. i'WWLC (MB3^®; 
^OOWA : y£^-;l>=5 0 : 1. Rf = 0. 7 
30 3) -CfflSiL-rlb^ (7h) 11 3mg«|/:. -Xl* 
TMb£^(7h) 1 13mg*f h7tFa77>2m 
UCfeBU, 1. 0 5Mf Y ; 7 7?->\>T^*:-V2±y >l> 
*V YOt- h^fc FP7^>?§^0. 2ml£JH];LTS 

?a-c2B$ra«^u/c 0 ^®s*f«. ->'j*y;nLc 

(&£§&££ : *PPsM>A : jt*s-)l>= 1 9 : 1. R 
f = 0. 7 1) -CffiSgLTfbl^} (1 h) 5 0mg£f# 

tc„ <t&W) ( 1 h) ©^S{b^14»tt^©aO-C*-, 

fc. 

I R (K B r , cm" 1 ) 3450, 3350, 325 
40 0. 3120. 2950. 1730. 1690. 154 
0. 12 9 5 

lH-NMR (DMSO-d, . ppm) 8=\ 1. 2 
9(br. s. 1H). 9 . 27 (s, 1H). 6. 
72 (d, 1H. J=5. 4Hz). 5. 31 (t, 1 
H. J=5. 2Hz), 5. 08 (t, 1 H. J=5. 
2Hz) . 4. 6 (m, 1 H) . 3. 7~3. 8 <m. 
5H) . 2. 2 7 (s, 3H) 
MS (FAB) m/z = 393 (M* +1) . 277 

[0 060] mums 

50 ( 1 i ) <D<&f& (R = C, H 19 ) 
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mmm 2 <Dm*mm<DRt> <o icm** yv>mo. 1 m 
1 £Jjn&, i5i««:si6^, ->';*y^TLc 

; i>DP^A :^£^-JU=50:l, Rf = 0. 
7 2 ) xmMLXit^® ( 7 i ) 9 5 m g tntc. -X^ 
XitS® (7i) 95mg?;f h7tKa77>2ml 
1. 0 5Mfh7^7>*^^A7W 
•JK©f F7bFn77>MO. 2 m 1 £flDx.TSS 
■C2B$^«^bfc <> ^'J*y;HLC (m 

ffli§!& ; i'naWA : J 19: 1 . R f = 

0 . 5 9) Tffgirjt^H (1 i ) 60m g£f# fc„ 

fb£» ( i i ) ©^aft^i^Hw^oao-e&ofc. 

MS (FAB) m/z = 4 0 7 (M* + 1 ) , 2 9 1 
[006 1 ] mMW 1 0 
it&® ( 1 j ) CD-£tf& (R = C 11 H„) 

mmm 2 ©&*si®<Dfu> 9 (c^*7 >? >® 0 . 1 m 

« ; *pp*;UA : y £y-;l/ = 50:1, Rf = 0. 
7 1 ) -CfflML,r{b^ (7 j ) 9 7mg^f|fc. 
TMb^J (7j) 97mg?:f h7tFD77>2ml 
GC?g,|?U 1. 0 5M-7-h^-/5 L JUT>*-^A7;U^- 
V F©r h^b FcJ75>^g0. 2ml4tetlS 
T2B#ratt#0/c: o J/V^JULC (M 

gfl?^ : ^op^a : ^£y-;u= 19: l . Rf = 
0 . 6 7) xnMOXit^® < 1 j ) 5 1 m g £f#fc„ 
<fc^ft ( 1 j ) <D®mit¥m&MWX<DMK)X:&-otc. 
MS (FAB) m/z = 4 3 5 (M* + 1 ) . 3 1 9 

[0062] mum 1 1 

fbt^ (lk) <D£f& (R = C„H 17 ) 

mmm 2 vm&mmcDftto d k *&* 2 y * * 0 . 1 

g£fln*. I5j««:jg^. ->'J*y;HLC (JUBIig 
m ; ^OP*AA :>^y-J^50 : 1, Rf = 0. 
7 3 ) xmWlLX{t£t® (7k) l 0 2 m g zmtc. ,x 
^Xit^m (7 k) 102mg^fF7tFO77>2 
mltCj&JBU 1. 0 5Mf h7^7>^W7 
W)FOf'h7tFa77>gI0. 2miait 
^ST2B#ra«^bfc„ «MCS£^ ^U*y>»UTLC 
(JtPf3?gg| : Jnn^A : y £y-;u = 19:1. R 
f = 0. 6 4) •CfflSiLr^^ (1 k) 58mg^j| 
fc. <t&® ( 1 k) <D^aib^e<JttK»^<DjlO-C*o 

MS (FAB) m/z = 463 (M* +1). 347 

[0063] mmmi 2 

<t&® (11) (R = C 15 H 31 ) 

^tfefll 2 <DM7)<Lgm<DV(£> K> iCM^iV 5f>i0. 1 

JSSE; i'PD^l/A :^*y-;b=50 : 1, Rf = 0. 
7 5) xnmLXit^® (7 1) 9 9mg^fc„ 
Xit^m (7 1) 99mg*f h7tFP77>2ml 
JC?§8?U 1. 0 5Mf h^^T^-^A^W 
y K©^- h7t FP7 7>iiO. 2ml«tSiS 
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i c2^t»#L,/c„ tma£&* ->';*y;nLc on 

?pp*->1/A : y 1 9 : 1. Rf = 
0 . 6 9) rfitSgbT^b^ (1 1 ) 7 2 m g *t#/c„ 

(id <D®mit¥m&mir-x<DmK)x$>-otc. 

MS (FAB) m/z=491 (M* +1). 403 

[0064] mmm 1 3 

it£® (lm) (R = C 17 H 35 ) 

mmmzcDmTmm&RtitiicmTkxT-Tv >io. 1 

g^rtti^, |BM§(cjKjSfg, ->y*yji/TLC (SPS& 
10 $ : ^pp*;ua : j<^y-jb= 5 0 : 1 . R f = 0. 
7 6 ) -CffiSStl/Tl'b^ (7m) 109m g £f#fc„ * 
C^rfb^Bj (7 m) 109mg5:f F7tFP75>2 
m 1 icffil, 1. 0 5Mr F77?;l-7>*-'5A7 

^s-e2^«#u>>c„ ®mm3k&. j/y*WTLc 

(fiPS&gg ; 4>PP*A<A : y £y-;U = 19: 1, R 
f = 0. 7 1 ) TSWil/Tffc^eft ( l m ) 7 5mg£f# 

fc. {b^» ( i m) o®miV£m&mz'-xom*)x&-i 

tc. 

20 MS (FAB) m/z = 519 <M* + 1 ) . 403 

[0065] mmm 1 4 

fb^S. ( 1 n) <D&m (R = C 6 H s :7*-;U) 
tf'J i»2m 1 CCfb-^-fe (6) 9 6mg. 4-iss<?)V 
7?yf'jy>5mgR^>V-(Jl'^P7-fFO. 1 

2m izm*.x&ux2mmin »«rs^. > 

y*y;UTLC (JHI3^®: JanshW: 
= 50: 1, Rf = 0. 52) -CffiSStTlb^ (7 
n) 6 OmgfcfWfco ^Xite® ( 7 n ) 6 0mg£ 
f F7tFP77>2mlK^U 1. 05Mf F5 
30 7?A7>t-9A7WJ FO-f-F-^t FP7^>?g 

mo. 2mizmz.xmux-2mmmLtc. 

->'J*WTLC (SiH?g#? : ^PP*JbA : 
y-;U= 19: 1, Rf = 0. 45) xmUOXlt^® 
( 1 n) 3 5mgm <b£^ (In) ®®Mit¥M 

1H-NMR (DMSO-d, , ppm) 8=1 1. 7 
2 (b r. s. 1 H) . 9 . 3 1 (s. 1 H) . 8. 
1 (m. 2H) . 7. 5~7. 8 (m. 3H) , 6. 7 
6(d, 1H. J = 4. 9Hz). 5. 34 (t. 1 
40 H. J = 5. 2Hz). 5. 12 (t. 1H. J=5. 
2Hz) . 4. 7 (m. 1 H) . 3. 7~3. 8 (m. 
5H) 

MS (FAB) m/z = 3 5 7 (M* + 1 ) . 241 

[0066] mmm 1 5 

<t£® ( 1 o) <D&m (R = C 5 H 4 N : eySMb) 
HSfil?IJl 4©^>V r -T-»l/f P^-C F©f^to«3tC^3?-> 
K^P7-( F4 Omg^rJDx.. [B]«ltCjStSf^. 
;l/TLC (Jgglv^ : ^pp^Jl/A : ^£^-;U= 5 
0 : 1. Rf = 0. 5 0) xn$k\sXite® (7 o) 6 
50 5 m g *mc 0 -X^Xit^® (7o) 65mg5fF7 
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kKD7 7>2ml(c^U 1. 05Mf F?-/^^ 

2m i tmz.xm&-e2mmMft -> 

■;*y;HLC (Mi3?§Jg : i>OPWA : ^ 

= 19: 1. R f = 0 . 40) -Cffif30-C<tirf*5 ( 1 

0 ) 3 2 m g /c. -ft^ ( 1 o ) ©^mb^ffjttjt 

1H-NMR (DMSO-d, , ppm) 8=1 1. 7 

1 (br. s, 1H), 9. 28 (s, 1H), 9. 2 
2(s. 1H). 8. 81 (d, 1H, J=3. 4H 10 
z) . 8. 42 (d. 1 H. 7. 7Hz) ,7.61 
(dd. 1H, J = 3. 4. 7. 7Hz) . 6. 75 

(d, 1H. 4. 7Hz), 5. 33 (t, 1H, J = 
5. 2Hz) , 5. 11 ( t, 1 H, J = 5. 2H 
z) , 4. 7 (m. 1 H) , 3. 7-3. 8 (m. 5 
H) 

MS (FAB) m/z = 359 (M f +1), 243 

[0067] mmm 1 6 

tt&m (2 a) (D&fc (R = CH i ) 

T-fe hi h V;U5m 1 (C-ft^J (8) 3 7mg. 4-^ 20 
y^;U7 5 /b"'jy>2mg, h l> x^;U7 5 > 2 0 u 

lMMftii 5 m i ^m-csa-c2B#ra«»u 
it. mums®. uv*y)\,TLc cmmi^m-, *oo 

: ^#y-.M/= 9 : 1 , Rf = 0. 5 4 ) TffiSg 
L-Cit&®> (9a) 3 8 m g £f# fc. ^C»^k^» ( 9 
a) 3 8mg*f h7fcKn77>5ml(CS«0, 

1. 0 5Mf h 7^?^7>ti')A7;^ y F©^ h 
b'ay^>mmi o m l *mrSia-C2B#ra»^ 

utc. mmmiXk. ->';*y;uTLc (itggj&s; *p 

P#;|/A : >5r^-Jl/=9 : 1. Rf = 0. 20) "Cffi 30 
SgOTfbl^J (2a) 16mg*f#/c. -fb^ ( 2 a ) 

1H-NMR (DMSO-di , ppm) 5 = 8. 81 
(s. 1 H) , 7. 8 7 (b r. s, 2H) . 6. 5 9 
(d, 1 H) . 5. 1 1 ( t. 1 H) . 4. 77 <m. 
1 H) . 4. 5 6 (m. 1 H) . 4. 40 (m. 1 

H) , 3. 9 4 (m, 1 H) . 3. 6 8 (m. 2H) . 

2. 0 6 ( s, 3H) 

MS (FAB) m/z = 295 (M* +1), 137 

[0068] mmm 1 7 40 

fbi^J (2 b) <D-gf8. (R = C, H 5 ) 
HiSCTi 6ic*$CiT^*i^K©f^;fcO«:3Si*7 - pf^> 
Kl 3m 1 £ffli>TlaMiK:J5r£;f&, ->y*WLC 
(M5i^ : foa^A : j<^y-;u= 9:1. R f 
= 0. 4 8) tiSLtfb^J (9b) 3 4mg£f» 
It. 'X^-Cit&to (9b) 34mg &mmm 1 6 £|5H§ 

tcia^gib/c^. i";*mLc (fyaj§i&; *pp 

*)1>M. : ji 2S-)l= 9 : 1 . R f = 0. 1 7 ) -Cffilg 
1/T<t£!f2j (2b) 22 m g£f# /c„ -fb^fS (2b)© 
^Hfb^&vttffB*©® 0 ~C$>-o tc. SO 
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l H-NMR (DMSO-d 6 , ppm) 8 = 8. 81 
(s, 1H). 7. 87 (br. s. 2H), 6. 59 
(d. 1 H) . 5. 1 2 ( t, 1 H) . 4. 7 7 (m. 
1 H) , 4. 5 8 (m, 1 H) . 4. 4 0 (m. 1 
H) . 3. 9 4 (m. 1H) . 3. 7 0 (m. 2H) . 
2. 39 (q. 2H), 1. 03 (t, 3H)MS(F 
AB) m/z = 3 0 9 (M* + 1 ) , 137 

[0069] mmm 1 8 

fb^J (2 c) ©£>& (R = C 3 H, ) 

mmm 1 6 <,c^xmymm(Dixt>'o icmfcrnm 2 0 u 
\ &mi>-cmmt*:m£&. s/y#y*TLc (mp§^ 

»: ^aa*;i/A: jf^y-ji/=9 : 1, Rf = o. 5 
3) -CffitfUTfb^J (9 c) 4 lmgm 

fb^®i (9c) 4i m g^nss^n 1 6 tmmcji&umL 

tt&. i"J*y;HLC (MP3^«: *pp*jUA: ^ 
^y-;U= 9:1, Rf = 0. 23) -CfflSLT^^ 
(2 c) 2 5mg4fl&. fb^ (2 c) ©^JUb^W 

1 H-NMR (DMSO-d 6 , ppm) 8 = 8. 81 
(s, 1H). 7. 88 (br. s. 2H). 6. 60 
(d. 1 H) , 5. 1 3 ( t. 1 H) , 4. 78 (m. 

1 H) . 4. 5 8 (m. 1 H) . 4. 4 1 (m, 1 

H) . 3. 9 4 (m. 1H) . 3. 7 1 (m. 2H) . 

2. 33 (t. 2H), 1. 54 (m. 2H). 0. 8 

8 ( t. 3H) 

MS (FAB) m/z =3 2 3 (M* + 1 ) , 137 

[0070] mmm 1 9 

it-^m (2d) <D^f& (R = C, H 5 ) 

mmm 1 Gteis^xm*gm<DKt>*)tcfa*.wm2 5 
u 1 zm^-cmmax.m&. zyvt>y jit lc (mmm 

m; i'OO^A : ^£y-;i>=9 : l, Rf = o. 5 
3) T-mWiVrit&Wl (9d) 4 3mg?:#fc„ 

its® ( 9 d ) 43 m e^mmm 1 6 tmmtcmumu 

tc&. ->V*yjHLC (JHP3^«: * PP=Jv»UA : ^ 
*->-*=9:l. Rf = 0. 2 7 ) rffiSSUTfb-^ 
(2d) 2 3 m g *mtc. il-&m (2d) ©^S^b^W 

1H-NMR (DMSO-d, . ppm) 8 = 8. 80 
(s. 1 H) , 7. 8 7 (b r . s. 2H) . 6. 5 9 
(d, 1 H) . 5. 11 ( t. 1 H) . 4. 7 7 (m. 

1 H) . 4. 5 8 (m. 1 H) , 4. 4 1 (m. 1 

H). 3. 93 (m. 1H), 3. 70 (m. 2H). 

2. 34 (t, 2H). 1. 50 (m. 2H). 1. 2 

6 (m. 2H) . 0. 85 (t. 3H) 

MS (FAB) m/z = 3 3 7 (M* + 1 ) . 137 

[0071] mmm 2 o 

(2 e) ©£fi5c (R = C, H„) 

mmm i 6<£to^xm7i(mm<DtKt>*)t l cm7it*>7u>m 

3 0 u l £ffli>T|5M§K:jgic;f&, ->y*yjHLC (Si 

: ?PP:fUUA : ^ #^-Jl/ = 9 : 1 , R f = 
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0 . 5 7) ~emWkLXik&m ( 9 e ) 45 m gZWc. 
%(r»-Cf b^M < 9 e ) 4 5 m g &mmW 1 6 <t|5]1ittfl& 

A : y ^y-Jl/= 9: 1, R f = 0. 22) xnmisX 

fbl^Bj (2 e) 2 5mgWc. tt&m (2 e) (D^S 

{b^lfittff t&Xam K>X$>-, fc. 

1H-NMR (DMSO-d, . ppm) 8 = 8. 80 
(s. 1H), 7. 87 (br. s. 2H), 6. 58 
(d, 1 H) , 5. 1 1 < t . 1 H) . 4. 7 6 (m. 

1H), 4. 57(m, 1H), 4. 4 0 (m, 1 10 

H) , 3. 9 3 (m. 1 H) . 3. 6 9 (m. 2H) . 

2. 33 (t. 2H), 1. 51 (m. 2H), 1. 2 

3 (m, 4H) . 0. 83 (t, 3H) 

MS (FAB) m/z = 351 (M* +1), 137 
[007 2] 11*6^12 1 

{t&m (2 f ) ©£)£ (R = C 6 H 13 ) 

mmmi Qias^xmimm(D\KMic^^^m 

3 0 u 1 £fflt>-C|5l«{Cj£f&&.. y'J*y;HLC (H 
i-nQWA : J2S-)1,= 9 : 1 , Rf- 

0 . 5 5) -CffiSgl/Tfbl^J ( 9 f ) 44 m g£f#fc„ 20 
3Ct»tMb£Sl ( 9 f ) 4 4 m g *mmW l 6 <hl5]t£K:JI& 

A : y^^-;U-9 : 1. Rf = 0. 2 5) r«il/t 
fbl^J ( 2 f ) 2 7 mg^fc. {bt=f^ ( 2 f ) ©=fe3 
{b3Wtt«M:#©jl *) x& 

lH-NMR (DMSO-d s . ppm) 8 = 8. 80 
(s. 1H). 7. 87 (br. s. 2H). 6. 58 
(d, 1H), 5. 11 (t, 1H), 4. 77 (m, 

1 H) , 4. 5 7 (m. 1 H) . 4. 4 0 (m. 1 

H) . 3. 9 3 (m. 1 H) . 3. 7 0 (m. 2 H) , 30 
2. 33 (t, 2H), 1. 50 (m, 2H). 1. 2 
3 (m. 6 H) , 0. 8 3 ( t . 3H) 
MS (FAB) m/z = 3 6 5 (M* + 1 ) , 137 
CO 0 7 3 ] mMM2 2 
it&Vt (2 g) <D&f& (R = C ? H, s ) 

mmmi 6 ^^ti^ftfio^D f >s 

3 5 u 1 £fflt>T|5jfiSfcJ5l£f&. ->'J*y^TLC (M 
P8?§jl«; fOO^A : S2s-Jl= 9 : 1 , R f = 
0. 5 1 ) xmUhXit^ (9 g) 4 8mgm 
gCt'-tftdtt ( 9 g ) 4 8 m g 1 6 ilSlfiltcM 40 

A : J$S-)\,= 9 : 1 . Rf = 0. 31) TffiSLT 

{b^ ( 2 g ) 2 9 m cr«ff /c. -fb^ ( 2 g ) (D^ffi 

<b^ift14f?te;K©jl 0 -c* fc. 

lH-NMR (DMSO-d s . ppm) 8 = 8. 80 
(s. 1H). 7. 87 (br. s, 2H), 6. 58 
(d, 1 H) . 5. 11 ( t. 1 H) , 4. 7 7 (m. 
1 H) , 4. 5 7 m, 1 H) . 4. 4 0 (m. 1 

H) , 3. 9 3 (m. 1H) , 3. 7 0 (m, 2 H) . 

2. 33 (t, 2H). 1. 50 (m, 2H). 1. 2 50 
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3 (m. 8H) . 0. 83 (t, 3H) 
MS (FAB) m/z = 379 (M* +1), 137 
[0 074] IUS0i|2 3 
Vc&m (2h) ©£>& (R = C, H„) 

5 u i &mi>xmmi<axjfc&. ^-j^yjuTLc mm 

jg®: : *PP*JUA : 9 : 1. Rf = 0. 

5 5 ) -CffiSSbTfb^J ( 9 h ) 5 0 m g 4tlfc„ 

rfb^j ( 9 h ) 5 o m g zmmw i 6 tmmasimm 
Ltc&. is>j*y)VTLc (mmm& ; joowa : 

.rf£v-Jl,= 9 : 1 , Rf = 0. 2 4) r»8?UT{b£- 
^5 ( 2 h ) 2 9mgm. it^m ( 2 h ) ©^JUb^ 

lH-NMR (DMSO-d s , ppm) 5 = 8. 80 
(s, 1 H) . 7. 87 (b r. s. 2H) ,6.58 
(d, 1 H) . 5. 1 1 ( t. 1 H) . 4. 7 7 (m. 
1 H) , 4. 5 7 (m. 1 H) , 4. 4 0 (m, 1 
H), 3. 93 (m, 1H), 3. 70 (m. 2H). 
2. 3 3 ( t, 2H) . 1 . 5 0 (m. 2H) . 1.2 
1 (m. 1 OH) , 0. 8 3 ( t. 3H) 
MS (FAB) m/z = 3 93 (M* + 1 ) , 13 7 

[0075] mmm2 4 

<t&® (2 i ) O&m (R = C 9 H 19 ) 

mmmi 6 cc:foi>T&;^^©fu>9 

3 5 u 1 £ffll>TPJ£{Cjgtof£. ->')*yjl/TLC (M 

: i'DQWA : ^£y-;U= 9 : 1, Rf = 
0. 5 3) xn^Xit^® (9 i ) 5 3mg^i:. 
2cl>Ttfk£4ft (9 i ) 5 3 m g *mMm 1 6 il^^fCJK 

A : # y -)\,= 9: 1, Rf = 0. 28) xmUOX 
Vc&m ( 2 i ) 3 4mg^t„ it£W ( 2 i ) ©^S 
f b^0«Jt4KK^©a 0 X$> o /c„ 
lH-NMR (DMSO-d 6 . ppm) 8 = 8. 80 
(s. 1H) , 7. 87 (br. s, 2H) . 6. 58 
(d, 1 H) , 5. 1 1 ( t. 1 H) . 4. 7 6 (m. 
1 H) . 4. 5 7 (m. 1 H) . 4. 4 0 (m. 1 
H) , 3. 9 3 (m, 1 H) , 3. 6 9 (m. 2H) , 
2. 3 3 ( t, 2H) , 1 . 5 0 (m. 2H) . 1. 2 
1 (m. 1 2H) . 0. 8 4 ( t, 3H) 
MS (FAB) m/z =4 0 7 (M* + 1 ) . 13 7 

[0076] mmm2 5 

fbl^J (2 j ) <D-&J& (R = C 13 H„) 
HJStffll 6&cfcl>T&^^©ttfeDtc&;4cs 
i46mg &mi>T|QtKK:jKj£«. 'J il>7)VT L C 
(Mg3i$$; ^pp^A : ^£v-.rt/=9 : 1. Rf 
= 0. 5 8) xmWklsXit^M (9 j ) 57mg4f 
fc. ^tt>r<fc6* ( 9 j ) 5 7 m g *W&W 1 6 iPMH 
ic'ISiQmi'tcik. ->y*y;HLC (Mli^: ?nn 
*.>UA : Ji/y->\,= 9: 1. R f = 0. 26) TffiS¥ 
IsXib&m (2 j ) 3 2mg£f#/c„ fb^^J (2 j ) © 
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1H-NMR (DMSO-d 6 , ppm) 8 = 8. 80 
(s. 1H), 7. 87 (br. s. 2H), 6. 58 
(d. 1 H) , 5. 1 1 ( t. 1 H) , 4. 76 (m. 
1 H) . 4. 5 8 (m. 1 H) . 4. 4 0 (m, 1 

H) . 3. 92 (m. 1H), 3. 71 (m, 2H). 

2. 33 (t, 2H) . 1. 5 0 (m. 2H) . 1. 2 
1 (m. 2 OH) , 0. 8 5 ( t . 3 H) 

MS (FAB) m/z = 4 6 3 (M* + 1 ) . 13 7 
[0 07 7] |gJS0d 2 6 " 10 

it^VH (2 k) <D£tiL (R = C 6 H, :7x~Jl>) 

mmmi 6 {c*$ot m7mm<DiKt>')tcm?k£.umm2 
5mg*m^-cmm<>c%jfc&> s/y*>y;i/TLc (jura 

m% : ^OP^JUA : ji$s-)l=9 : 1 . Rf = 0. 
5 3 ) -cmmUXit^m (9k) 4 6 m g *ntc 0 

■c{t^j ( 9 k ) 4 6 mg &ntk0f i 6 tmmtnum 

JZs-)\,= 9 : 1. Rf = 0. 2 3) LTfb^ 
t(2k) 3 3mgWc„ fb^fe ( 2 k ) <mm\\& 
WttlB^OlOTi-jfc. 20 
1H-NMR (DMSO-d s , ppm) 5 = 8. 80 

(s, 1H) , 7. 97 (d. 2H) , 7. 89 (b 
r. s. 2H) . 7. 68 (t. 1H) . 7. 53 

(m, 2H) . 6. 6 4 (d, 1 H) . 5. 1 5 (t. 
1 H) , 4. 9 2 (m. 2 H) , 4. 7 3 (m, 1 
H) , 4. 0 7 (m. 1 H) , 3. 7 6 (m. 2 H) 
MS (FAB) m/z = 3 57 (M* +1) , 13 7 

[0 07 8] mMM2 7 

(3a) <D-&l£ (R = CHj ) 
T-fe h- h ';;U5m 1 ULit-gm (5) 2 5mg, 4-i? 30 
^^7S^f'jy>3mg, h 'Ji5 1 -il/TS>4 0At 
1 S^WSS 0 n 1 ^Jl0itfiaT38|ri»ffL 

> : T-fe h >= 1 : 1, Rf = 0. 23) "CfitfSf GTfb 
(3 a) 3 2mg£f#/c 0 fb^J (3 a) (DWMit 

1 H-NMR (CDC 1 , . ppm) S=8. 45 

( s , 1 H) , 6. 6 6 (d. 1 H) , 6. 5 2 (b 
r. s. 2H) , 4. 86 (m. 1 H) . 4. 5 3 
(m, 3 H) . 4. 3 9 (m. 1 H) . 4. 0 2 (m. 40 
1H) , 2. 1 5 (s. 3H) . 2. 1 3 (s, 3H) 
MS (FAB) m/z = 3 37 (M* + 1 ) . 137 

[0079] mmm2 8 

fbl^I (3 b) <D^(£ (R = C, H 5 ) 
HJS092 7 (ctei>T&*ifc&cDftb9 <cftE*:?a > 
&3 0 u 1 £ffl<<>T|*l&CC/=jt;^ i^y^yjUTLC 
(JHW^: hJl/i>:T-feh>=l : 1. Rf = 0. 

2 4 ) TffiSf OTfbl^J (3b) 2 9 m g Mis 
m ( 3 b ) (D^Sfb^WttSW^Oil DT^^fc. 

MS (FAB) m/z =3 6 5 (M* + 1 ) , 1 3 7 50 
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[0080] 3U60U2 9 
{b^ (3 c) (R = C 3 H 7 ) 

■m&mz 7 ids^xm7mm(DRt><o jcs^is® 4 o m 

J®; h;l/i>: 7*h>=l : 1, Rf = 0. 32) 7 
ffiSOTfb^J (3c) 2 9 m g £»/c„ {b^5 ( 3 

c ) ©«5S<b^ifttt»«^©ii k> r& 

MS (FAB) m/z=3 93 (M* +1) , 137 
[008 1 ] 51*6013 0 
fb^ta (3 d) oy^m (R = C 4 H, ) 

m)&M2 7 tc*j^r*s*e^^©f^too tci^ff4 5 
u \ *m^xmmcfcfo&< ->g*y;i/TLc onpfj?§ 

Si; h;l/i>:T-feh>=l : 1, Rf = 0. 36) T 
fitSLTfb^J (3d) 3 lmgm <b£42J (3 

MS (FAB) m/z = 4 2 1 (M* + 1 ) , 13 7 

[0082] mmm3 1 

(3 e) ©£j£ (R = C S H ai ) 

5 o m i ^fflt^ri5iiifcjsr&^ 1 ->';*y;HLC on 

Pfl^; h^i>: T-feh>= 1 : 1, Rf = 0. 4 
0) X-mrnVTitSm (3 e) 2 6mgWc. fbl^ 

( 3 e ) ©«ja<b^wi4s«^©a o o /c„ 

MS (FAB) m/z =449 (M* + 1 ) . 137 

[0083] mmm3 2 

ik&a (3 f ) ©£(£ (R = C 6 H„) 

5 5 m 1 £ffli>Tiiji$it,=;i£f£, ->';*yjHLc (® 

: : Tfe h>= 1 : 1 , R f = 0. 4 

4) TffiKUT^iBl (3 f ) 2 2mgWc. fb^&J 

( 3 f ) ©tlS{fc?W14»«;K©iI 0t*-5 fc. 
MS (FAB) m/z=477 (M* +1), 137 

[0 0 84] HJ60H3 3 
itGQl (3 g) ©^ (R = C 7 H ls ) 

6 5 m i ^fflt^TiHi^cjgrs^, ->')*y;nLc m 

MfeM ; H-»Ui> : T-fe h>= 1 : 1 . R f = 0. 4 
6) xmmVCik£V> (3g) 3 9mgm fb^B, 

( 3 g ) (Dmmivzm&muxvm or*-, fc. 

MS (FAB) m/z = 5 0 5 (M* + 1 ) . 137 
[0 08 5 ]Hfig#l3 4 
<t&Vl (3 h) <&&f& (R = C, H 17 ) 

Hifi0I2 7 «:*jCi-r^*a^K©f^t>«) (c^*^^>® 7 

5 y 1 £ffll>T|^iC/xJj:>&. ->'J*y;HLC (Ml? 

h;Ui> : T-fe h>= 1 : 1. Rf = 0. 47) 
■CffiSJUr^b^®! ( 3 h ) 3 7 m g -fb^ ( 3 

h) ©^afb^fi^Mii^oiiOr^o/Co 

MS (FAB)m/z=533 (M* +1). 137 

[0086] mmm3 5 

<t&® (3 i ) (D^fiS (R = C, H 19 ) 
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7 8 m i zm^rmmtax.fo^ ->'j*yjnLc m 

ffl&M: h^i> : T-fe h>= 1 : 1 , R f = 0. 4 
8) -cmWkhXik&m (3 i ) 4 0mgiflfc. -fb^ 
(3 i) ©^ffi^^ttStt^CDjlO-C^ofc,, 
MS (FAB) m/z = 561 (M* +1). 137 

[0 08 7] mmm3 6 

<b£^ (3 j ) <D<£f& (R = C„H l3 ) 

8 5 n 1 ^ffll^-Cl^fiKcJSlc:^. ^U^yjUTLC (St 10 

h;ux> : T-fe h>= 1 : 1, Rf = 0. 5 
0) -CffiMtT^b^J (3 j ) 5 4mg£f#fc„ <b^ft 
(3 j ) ©^Sfb^Wttfftt#<Dffl Or* 
MS (FAB) m/z = 6 1 7 (M* + 1 ) . 137 

[0088] mmm3 1 

(3k) oy&m (R = C 13 H J7 ) 

189 7mg£ffl<,>T|6jJ£CCigj£;&. t";*y*TLC 
(MPa^fj®: f-;kx> : T-feh>= 1 : 1. Rf = 0. 
5 6 ) -cffissf GTfb^Bj (3k) 5 6 m g £f#fc„ fb£ 20 

i(3k) ©uwifb^flwtwi^oa o t* ofc 0 

MS (FAB) m/z =6 7 3 (M* + 1 ) . 137 
[0 08 9] mfeffl3 8 
it-&® (10a) <D^m (R= H) 
7- h ^ fc K P 7 ^ > 6 m 1 4^ -fb^ (7a) 144 
mg (0. 30mmol), V 5 ~V At K 

!/K34mg (0. 9 Ommo 1 ) 0* 
C. 2 0#MKJ63tf;te. Sie**7f&, 0* Cr7k£*n 

iKNK, ->y*y;u*7A^nvh^77^ 30 
- (JUffiiSgl ; i'DOWA : jt $s-)V= 10 0: 
1 ) -CfitSOTTft^J (10a) 2 4 m g -fb^ 
ft(10a) CDUHlfb^ttSB^CDaO-CftoA:. 
UV A ma x (Me OH) 2 5 5. 3 0 6 nm 
1 H-NMR (CDCli , ppm) 5=8. 76 * 
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c ( s. 1 H) , 6. 7 1 (d, 1 H, J = 5. 7 H 
z) . 5. 8 9 (m. 1 H) . 4. 7 8 (m, 1 H) . 

4. 09 (dd. 1H. J =2. 4, 12. 5Hz), 
3. 98 (dd. 1H. J =5. 6. 10. 9Hz), 
3. 86 (dd, 1H. J=4. 3. 10. 9Hz). 
3. 83 (dd, 1HJ = 2. 8, 12. 5Hz). 

3. 38 (br. d, 3H, J=4. 4Hz). 0. 9 
8~0. 80 (m, 18H), 0. 30~0. 20 
(m. 1 2 H) 

MS (FAB)m/z=495 (M* +1) 

[0090] mmms 9 

fb£tt (4 a) <D^f& <R = H) 

<t&® (10a) 24mg (0. 05mmol) £7- h 

7h F07?> 1 m 1 icmmV, 1. 05Mf h^T'f 

o. 2mi ^a^tsari o^raw^u/c. ig&g* 

ft, Sephadex LH- 2 0*7A (M^^« : 
*: >^/-^= 2 0 : 8 0) "ffit^LTfl:^! (4 
a ) 1 0 m g Zmtc. ft£* (4a) <D«fflMfcSSWtt1t 

UV Amax (MeOH) 2 54. 304nm 
l H-NMR (DMSO-d, , ppm) S = 8. 95 
( s. 1 H) . 8. 2 6 (m, 1 H) . 6. 6 1 (d. 
1 H. J = 5. 1 Hz ) . 5. 3 1 (d d, 1 H, ) , 

5. 0 8 (dd. 1 H) , 4. 6 1 (m, 1 H) , 3. 
8 0-3. 6 7 (m. 5H) . 3. 11 (m, 3 H) 
MS (FAB) m/z = 2 67 (M' +1) 

[0091] ±mmmm 1 ~3 9 -cnhtxfc^mmt 

[0092] 



[»tHB] ¥JS4*£7,S2H 
l^mWiE 1 ] 

{Msmm.ma£i 0059 
[0059] mmrns 

it&® ( 1 h) (R = C, H 17 ) 

m&ffl2(DM7}cgm<Dtt£>*)i£m7i<.si'>mo. 1 m 1 

fclJD*.. ISJtiKjgjS^, i/>;*yjUTLC (MPfiigJ®; 
^na*;U : ^£y-Ji/=5 0:1, Rf = 0. 7 
3) -cnMLX{t^m (7h) 11 3mg*»fc. 



-Cit&M (7h) 1 13mg4f h7tK077>2m 
lit?§S?U 1. 0 5Mf- h : 7~7?-)\>T>*:~'5J*y)V 
Y<Dt- Y=y t KO77>M0. 2ml^tl 
S-C2B#K«^L/c. ->'J*yjUTLC 
(SS§3?§i& ; ^pp*;UA : y £./-jb= 19: i, r 
f = 0. 7 1)T«SJLT^ft(lh) 5 0mg4» 

/c 0 fb^ ( i h) (D®mit¥ffi)®.mi3..-x<DMK>-e$>^ 

tc. 

IR (KBr, cm"') 3450, 3 35 0, 3 25 
0. 3 1 20, 29 50, 1 7 3 0. 1 690, 1 54 
0, 12 9 5 

1 H-NMR (DMSO-d, , ppm) 5=11. 2 



(14) 
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9 (br. s, 1H). 9 . 27(s, 1H). 6. *5H). 2. 56 (t, 2H, J =7. 3Hz) . 1. 

72 (d. 1H, J = 5. 4Hz). 5. 31 (t. 1 6(m. 2H). 1. 3(m, 10H) , O. 86 

H, J = 5. 2Hz). 5. 08 (t. 1H. J=5. (t. 3H, J=6. 5Hz) 

2Hz). 4. 6(m, 1H). 3. 7-3. 8 (m. * MS (FAB) m/z = 3 9 3 (M* + 1 ) . 2 77 



(72)^1^^ mm m$& 

mmmmim^mw 1-14-5 



